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150°C. 



(57) Abstract: 

PURPOSE: To obtain the subject new compound, hav- 
ing actions as a potassium channel opener and use- 
ful as a vasodilator capable of manifesting strong va- 
sodilator actions. 

CONSTITUTION: This compound is expressed by for- 
mula I [A and B are each N or CH; R, and R 2 are each 
H, a lower alkyl, a lower haloalkyl, a lower alkoxy, etc.; 
R 3 is H, a (substituted) lower alkyl or a (substituted) 
aryl; R 4 is a heterocyclic ring group, a carbamide, a 
carbothioamide, a cyanamide, etc.] and its pharma- 
ceutically permissible salt, e.g. 2-ethyl-4-(1,2-dihydro- 
2- oxopyridyl)-6-nitroquinazoline. The compound of 
formula I is obtained by reacting a compound of for- 
mula II with a phosphorus halide, a phosphoryl halide 
or a thionyl halide, providing a compound of formula III 
(X is a halogen) and then reacting the resultant com- 
pound with a compound of the formula, R 4 H in the 
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(57) am 

ism tiv<yAf-^>^t-^i—tLxm^!k 

Mb 7] 



(iW. ASyBttH-S&ttSftoTNtAdiCH* 
)\u7)V*)Vm, {£i^7^3+->S. fiSADJJ^t 

(£»/\n7>)i<'*;i'X;i'*-ji/a. 7U 

TioT*><kvM£i»7;Mf;i/g, fi&gfcWLT^Tfcj: 
^7«J-*S€, R -i ttffi»Xtt^»fn©«3flS». * 



SIS*WbTV>Tt>«kv>73/S. <S»7;i/n+->». 
->i7D7;^j^+->». 7'J-;M-*->a, AfD7 
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*A' "R 3 

(5S*. ARtfBa^-SfcKg&oTNSifcttCHS 
R. RtfR 2 HtfJMff, II17MM, fift 
;\D7^+^S. <S»7;V3*i/«, <Bft/\a77lo* 
->S, Any>ff, ->7/S, zhnS, tt*7;W=- 
;wx;i,*-^g, fi^/\n7;i/*;i/x;v*n;i/S. 7 'J 

75I*«**U Rs 0**11?, g&a£WL 

v>7U-;w*«. r * tt®?px«^«asi©i8^s». * 

»SS#LTV»Tt>«t^75/Sv tt*7;lo*->S. 
•>5D7J^W^yS, 7U-;l/^*>-S, ^D7 

u-^**->«s*f) -eiisnsfcSflHKtt-©** 

[M&82] AfttfB#N*Cfc.6IM&Bie«©fl:£ 

•Rrra-©**^!;:!** L o sft, 

[§t*I3] A#N. B*iCHtf*5»*«l|B«© 
[M$«4] AR^B*»CH-p**»*5llB«Ofl; 

fctt 2 ^fflfc£fcRWE-©*¥»Kff|fgL 3 *tt. 
[SSW©i*«IIfcffiSli] 
[0 0 0 1] 

(i) 
Mb 2] 



d) 



AS^BttH-*fcl4*tt-3TN*fcBCH* 

/\n7;p*;ws, (SS7;P3*->S, ««ad7^3* 
yi, nny^f, ->77S> =hn». ffi»7;U* 
ilRADTJl'+JWM^H, 7 'J 
-;px;i/*-;n, 7->;p*. ^M^s^a. ixt 

^S. 75FS£*U Rs fiTKsftH? B&S£#L 
T^TfeJ^fiS^+JVa. «*S6#l/T^T 1 b«k 
H7U-;P**, R4 ttfiSfPXB?F«afD©«*SI*. * 
;P#75HS. *;U5H^*75H«, ->7+5HS. S 
«*4*LTV»T'b±^75>'*. €ffi7;P3*vS. 




y^D7M;myS, 7'J-;^*^S» AfD7 
[0 0 0 2] 

[«*OSE«] 0 ^/'J >Rtf*/" 'J >3§igft 

[0 0 0 3] flAtf. &&IB4 6- 1 0 54 3^&«, 
#MBa4 6 -4 3 7 7#&«, BI4 7 - 2 9 2 7^ft 
N4 7-4 8 7 3*§&«, 1^4 8-7 2 1 8 0-ff& 
JO ?B> H4 9-6 9 6 84^&3& R4 9-7 2 2 7 9^ 
'Aft. n 5 1 - 3 6 4 6 1^52-89682 
W&n, 1^58-17237 WjIM. #M¥2- 1 6 

7 2 7 7^&«. [^3-5 6 4 6 9^*, R4-3 3 

8 3 7 SWUM* 9 5 4 9 8 7^«, R 
4 0 1 1 3 2 3*MHM?fctt. -Ttro+^/u^RrWr 

[0 0 0 4] AUfA^^^-^-iU 

a? >a©{fr&4&#$D5nTV>a. 

[0 0 0 5] 

*fls-&i»lc*^Tt>, ?DV#'JA©;t;U'y-A3 L *>* 
)l*--7ir- il/T©flUBtt**2WS©^< *>©T?te& 
v>&©< «t o nt^ffle^-rft:^*©issR««asnTv» 

[0 0 0 6] 

<, &sef3££atafc<SH. -«5$ (i) -c«sn*fl: 
[0007] *5fiMfflfl:^«iic*v»T, ttay/^fcn* 

£«> ^*»l~6fi. !ifSL<ti0?^Scl~4li&% 
•T5B*Xtt»««tt©7JU*;PSe*L, Jiftwicti 

40 n-T^S, s-T?;^ i-75MVa, t- 

[0 0 0 8] fl9R7;lo*5/*itt» K**l-6«. 
»* K li^^iC 1 ~ 4 fl«rr ■&*ilXB^«««© 
7^3*->*Tr*0. JWMSfctt* h+S"*, lh*y 

yl. s-^h*->*. i-7h*->S. t-^h*3" 

[0 0 0 9] fi»;Na7^*^Sttt. tSU^yWrfifi 
***fctt«*«SI*LtfiR7;^;i'S**b. 
50 ti^^nj^^*. v7j^n^^ji/a % hU7;^ 
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[ooio] fi»AD7;i/n^->sttt, Aay>*F 

[ooii] ADy>f^ttt, a**?. 7y%m 

[0012] <£»7;w+;i/x;i/*x;p*ttt, wai*;* jo 
g^xji-^xji/a, x^ux^x^a, n-7D^ 
xji^x^a. i -yptf^xjv*-;^ n-7?MV 
x;P*x;i>a. i - T^X-H^xAa. s-T^x 
;p#x;va, t -7^x;v#x*a^asj§tf e>ns. 

[0 0 13] liAn7W;i-x**-j«ttl (Si* 

* 9^x y7MD^ ?;i^x;p* - ;i/S. 
h 'j 7)i*u*?)vz)Vi£-)V£%imtf ens. 
[0014] 7U-;Px;p*x;i/St», m^.«xx- a? 
;uxjb*xjua, ^x^x^*-;!/^, HJJi/Xjv* 
:=^a. *->u;vx;i/*x;ia. k^ir^xM-^ 
a$#**tfens. 

[0 0 15] 7->JVStbTtt. W^tf7-fe^S. * 

a. tAo^a. ^\+n-y-r;i/S, ^>v-f;PS. * 

7-fe5 1 JUS^fe^^ns. 

[0 0 16] XXT-^StCti. Mil^WUXr^ 
IfJUXf^, 7n kMUXT-Jl-g, 73MPX 30 

xf ^S^®<ss7^+;pxx^s*w* b < m> e 
ns. 

[0 0 17] R 3 ©568*. Sfta** bT^Tfc«fcV> 
<S»7;i/*;l/tLTtt. WAtfAP^E?. 75 7 
», xhna. ->77SHTiigfi^$nT^T : b<fc^ 
fi»7;P*Jl"»T*D, 0SL<tt7MD^fJH 1 

h 'J xjv^-o 7 5y^^***«#tf6n 

[0 0 18] *&*&a£*bTV>Tt><fcV>7'J-*a 
tCfcUT. 7'J-^3Ui»«RDMb***»6**]IC : f 1 ^0 
fl£ftt>fclff®Uft£&XB|eU fc<t;Ui7xx;P 

a-, 7>hu^a. 7x^->hu;paia^Tr*D. ^© 
a. 7KKa, 7;io*->a. 75/a> -hna> mj 

7**P*^a&£©18K±©atrJ;oTH&3n 
[0 0 19] tt»Xtt*ft»©**ll*i:LT.i. Af 



T» £etClf@K±©SgT*8££nTV>Tt><kK H# 

«lrttfcfDU-7x;pa. tM'j^x^a. tr'Ji>x;i> 

a, *yjx»a. -fs^u=jn. ?77ux;p 
a, **» , /u=*at 2-**yKnu5?>-i— f 

A*. 2-**VK^'J3?>-l-'fA«, 3?hFD- 
2-:**7 b! 'J v>- 1 — f *a, 1 -**3/FlfUS? 

>-2--oua> tro»jv>-2-^+->a. e*u5> 
>- 2 -**va, tru v>- 2 -**va%a*#tf s 
ns. 

[0 0 2 0] B»aS#tTV>TfeJ;Vs75/attt. 

@ftatbTfiiR7;p+;ua. 7'J-;pa> 7y;vi, 

AH, *?)l75./£, X?;P75ya, 7i^7S 
J a. fcf'J5MV75/a. 7-fe5VV75 7a> "OV-f 
;l/757a. ■7U7a, *h*->73/a. 

[0 0 2 1] ->7D7;W^+->aiLT«. 
3~8ft #£L<tt3~6ffl«3rr5t>©T?. 
»2> ^^D7Dtr;P**va. y^D7fW+vS, 
->^D^>fM+yI> yi'DA+yft+ySftf 

*tfens. 

[0 0 2 2] 7'J-JM-*->SfcbTtt. «Atf7xX 

jp*+->a. ±7^j^*->a, MUM-^a, 
u m*c : s&, f7i;;m ->a^#w ens. 

[0023] '\xn7U-;^*->aic*^T< AfD 

fcti-f ^ic^* n@a±^fc* 3 ~ 8 mmom^tz 

a. 2-*+v(f<yy>-i— -f*a. ytFo-2 
-**vfcju v>- 1 -'fjia. i -**->Ftru^> 

-2--f^a, tD'Jy>-2-^yS. fcf^'Jy^ 

- 2 - ->a. eu->*>-2- ->a^#^f t> n 

So 

[0024] *»wohr* (i) rmnzitsmt 

[0 0 2 5] (2) 
[ft 3] 

OH 



(2) 



(5$if», A, B, R, , R 2 RtfRs ttffiiEtl^-©* 

Traansfl^ftsnnyxfcux Any 

>ft* X 7 * U *£ «A D f t Kfo t it 

T-^S (3) 




[ft 4] 




(3) 
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<S+, XttADy>K^Sr^b, A, B, R. , R 2 

[0 0 2 6] CrTffl^e>tl-5ADy>-fb'J>iLT 
tt, 0d^.ti> PCh, PC1 5 , PBn, PBrs 

mmmnz. /\ny>fc*x7* , j;i'<i:L.TttP0 
Ch, pob r 3 %Vfimit>nz>. )\ufy\t9t~ 

)VtLX\t, SOC 1 2 , SOB r 2 mVgtfZtlZ. 

[0027] zvxnvm^t>nz>%mtLxi$> mz. 

a^>ifX b)VX>, fcf'J^X +/ij>, 7-bh- 

hvjimmf sn> a£sa«2 o~ 1 5 o-c. rjs 
^»si~2 4^raTiff-r^. 
[0028] *^T-j&3£ (3) -c*$tu.<b£«j$o 

~1 5 oroffifflrt^gffig&^Cfc^T, jl^&ffi 
*<Z>#ftT, (4) 
[It 5] 

R4H (4) 

£®t!zfo2-&z>z.t\z&r)-t&j>t (1) T^sn-Mb 

[0 0 2 9] Z£rm^t>nz>7£W:&®mtVT\t. K 
•5. 

[0030] *fcJssi:UT«. *miti-\*v<y&. % 

'J £ 3 7 h * 3/ H S & fcfcMMt* U 9 6 

[0031] *»w©HRiC (1) -c*an«fl:^*tt 

-$5$ (5) 
Mb 6] 

COOH 

A, B, R 1 , R 2 &tfR 3 ttfl8EtH-©« 

[0 0 3 2] aaa«^»ti/Ttt, N, N-*;M*- 
)V*M$trV'-)V, z?zs#n<\*>')\,jj)],#z?<1 * F* 
fcte2, 2-vhfUv>vX;l/7^ F- hU7x-;V* 

[0 0 3 3] 
[*J60« 
[^S60J 1 ] 

2-X^ ;i/-4- (1 , 2-vh FD- 



(4) 4$M¥8-3 144 

[00 34] 1) 7>F5x;i«7. 7 gRZfi?*7u 
tf*>7^ F 1 0 g©fi^**l 6 

#b&. &m *zmzmm*m+hvz&m 
mT&ftL, x?;i/7^3-;p<tDW)esLT2-x^ 

[0 0 3 5] H 1 -NMR (CDs OD-CD C 1 3 , 
(5) 1. 4 2 (t, 3H, J = 7Hz), 2. 7 9 

(q, 2H, J = 7Hz), 7. 3 5-8. 5 0 (m, 
4H) 

10 MS: 174 (M + ) Mj$L: 2 3 6- 2 3 8*0 

[0 0 3 6] 2) 2-X^A-4-tFD*^*^/U 
>4. 0g&^Sg[K2 0mlCO}i^tllC»^K2 0m 

i**»ti:t*tu S6IC5 5W2. smminWi 

fill L X?)V7)Va -)V i 0 lT2-X^-4 
-tFD*v-6-xFn*^/>J>2. 9g£ft£o 

[0 0 3 7] H 1 — NMR (DMSO-d 6 -CDC 1 
s , 6) : 1. 2 8 (t, 3H, J = 7Hz) , 2. 6 
8 (q, 2H, J = 7Hz), 7. 73 (d, 1 H, J 
^ =10Hz), 8. 48 (dd, 1 H, J = 10H 
z) , 8. 7 8 (d, 1H, J = 3Hz) 
MS : 2 1 9 (M + ) Bbft : 2 8 0 - 2 8 3*C 

[0 0 3 8] 3) 2-XW-4-hFD+y-6-r 
FD+^yj>l. 9g, ^>if>20mK N, N- 
y7f^7X'J>2. lgRtf**'>*fc'J>l. 3g 
OE&ftS14. 5«Rlftlin«L,fc. £ia£Tft#b 

1:10) JCftU 4-?DD-2-X^-6--b 
P*J-7U>1 7 OmgSUfc. 

[0 0 3 9] H 1 -NMR (C D 3 OD - C D C 1 3 , 
<5) : 1. 4 7 (t, 3H, J = 7Hz) , 3. 14 

(q, 2H, J = 7Hz), 8. 10 (d, 1H, J = 
9Hz) , 8. 63 (dd, 1H, J = 9Hz) , 9. 
0 8 (d, 1H, J = 3Hz) 
MS : 2 3 7 (M 4 ) 18^:284 = 28 6*0 

[0040] 4) %mnm%T> 2-bFD+vtruv 

40 >8 2mg&tfN, N- y7fWM75 F 3 m 1(7) 
M&mz*miti-h l )Vl>3 3mg* 4-0DD-2- 
XfJi,- 6 - X h o+t^J > 1 7 OmgS^N, N- 
y^^*M7aF3ml»^ 14. 5P#[8]£fi 

7)ln-)l= 10 0:1) left U 2 -X?;V- 4 - 
(1, 2-ytFD-2-t*7^UyiW -6--F 
50 D*^7U>4 OmgSSfc. 
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[0 0 4 1] H 1 -NMR (CD 3 OD-CDC 1 3 , 
6) : 1. 4 8 (t, 3H, J = 7Hz) , 3. 2 0 

(q, 2H, J=7Hz), 6. 2 3 - 6. 8 2 (m, 
2H) , 7. 38-7. 71 (m, 2 H) , 8. 00- 
8. 2 5 (m, 1H), 8. 4 3 - 8. 7 2 (m, 2 
H) 

MS : 2 9 6 (M + ) gi£ : 2 2 1 - 2 2 3t 
[00 4 2] 

4- (2-^ytfP'J^^) -2-4V?U\Z)V* 

[0 0 4 3] l) 7>H?-;l^4. 4g*itff^ 
6giD**«l-l) t|g*<Z)*ife 

\zm>4 -t Fd+v- 2 ->f yyntf;i/*^yu > 

2. 5g^if:, 

[0 0 4 4] H 1 -NMR (DMSO- d 6 -CDC 1 
3 , 6) : 1. 2 6 (d, 6H, J = 7 H z ) , 1. 6 
2-2. 2 3 (m, 1H) , 7. 2 3 - 8. 2 3 (m, 
4H) 

MS: 188 (M + ) B*/£ : 2 2 2 - 2 2 5 *C 

[0 0 4 5] 2) 4-tHD^y-2-^yyDm 
■^yU>l. 8g. N, N-v^;l/7-'J>2. 4g 

8ktf**'>«flsu>i. 5gcfcD*»ji-3) tmu 
;i/=W-yu>i. 6g^t#fco 

[0 0 4 6] H 1 -NMR (CDC 1 3 , (5) : 1. 4 
6 (d, 6H, J=7Hz), 3. 0 9-3. 62 

(m, 1H) , 7. 4 3-8. 3 8 (m, 4H) 
MS : 2 0 6 (M + ) HM: 7 1 - 7 2^ 

[0 0 4 7] 3) 4-^DD-2— f V^Dtf;i/*^y 
U>2 0 0mg, *iftth'J'>A4 1mg, 2-** 

ytfnus»o. 0 8mis^N, N-y^WP*;^ 

75F3ml <tD**«l-4) fcH«©#ttfc«V>4 

- (2-^^ytfDUv^;W -2->fy7 r Ptf^*^ 

yU>2 OmgSSfc. 

[0 0 4 8] H 1 -NMR (CDCh, (5) : 1. 3 
9 (d, 6 H, J = 7 H z) , 2. 0 8-3. 62 

(m, 5 H) , 4 . 0 2 -4. 4 3 (m, 2 H) , 7 . 
3 2-8. 16 (m, 4 H) 
MS : 2 5 5 (M + ) : 6 8-6 9t) 

[0 0 4 9] 

BOM 3] 

4- (2-^ybf^u^; ^) -2— ry/pbf;^ 
[0050] f y^ntr;p*^yu> 

5 0 0mg> TMSIffc^MJ^Al 1 lmg, 2-^y 
tf^Uv>0. 2 7mlRtfN, N-y^fWM7 
5F18mlJ:r)*JS«ll-4) tH*©*ffilc«^4 

- (2-**y*f^Uv~;W -2-^7^^^ 
yU>7 OmgSftt. 



(5) #M¥8-3144 

[0051] H 1 -NMR (CDCh, 5) : 1. 4 
1 (d, 6H, J = 7 H z) , 1. 7 3-2. 34 

(m, 4H) , 2. 3 5- 3. 6 2 (m, 3 H) , 3. 
68-4. 08 (m, 2H), 7. 29-8. 10 

(m, 4H) 
MS : 2 6 9 (M + ) 

[0 0 5 2] 

2- t -y^-N-^^;i/-6-^hu^^yu>- 

10 4-*;V#75F©|ffi 

[0053] i) 2- t-^?;i/-6--Fn*±yu 
>-4-^w>ii^xxf^5. 5 g > mmmi 

5 m 1 *5<fctf igfiBK 15ml 5 0 1: iCT 3 «f 

£«ffit-£££tc±D*HS£l 34^(02- t -7?^ 
-6-^ha*^yu>-4-*;i/#>Ko. 4g$i 

[0 0 5 4] H 1 -NMR (CDCh, 6) : 1. 6 

6 (s, 9H) , 7. 72 (d, 1 H, J = 9Hz), 
20 8. 5 3 (dd, 1H, J = 2Hz and 9H 

z) , 8. 6 8 (d, 1H, J = 2Hz) 
MS : 2 7 5 (M + ) 
[0 0 5 5] 2) 2- t -^^-6--hD*^yU 

>-4-*;p#>ko. 4g, n, n-*;m?-;p$m 
a^y-;uo. 3 2g> ^^;i/7^> (**/-;M» 

J® 0. 5 5g*ct»f b7kHn77>15ml©l 
£«£SfiLTl 2PS|fl«ttl,fc. E«il£*fc$^n 

t -7?)V-N-*?)V- 6-^hD*^yu>-4- 
#;i/#75 HO. 1 Bgiftft. 
[0 0 5 6] H 1 -NMR (CDCh, 5) : 1. 5 
4 (s, 9H) , 3. 15 (d, 3H, J = 6Hz), 
8. 1 8 (d, 1H, J = 9Hz) , 7. 9 0-8. 6 
0 (m, 1H), 8. 66 (dd, 1 H, J = 2Hz 
and 9Hz), 10. 50 (d, 1H, J = 2H 
z) 

MS : 2 8 8 (M + ) BW£ : 1 8 2 — 1 8 4*C 
40 [0 0 5 7] 

2-^3^-N-^f^-6-- 

[0 0 5 8] 2 6 - - hD 

+^-yu>-4 -*;i/*75 HO. 4 6g, n-y>§£ 
mo, 6 8g*ct«^>1?>5mI(Z)fi^»S3WflBlP 

50 E£S*J:D»l6»U 2-%37?)l-N-*?)l>- 
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6-x hn*^-r/U>-4-*JV#5 1 *75 HO. 15 

[0 0 5 9] H 1 — NMR (CDC h , (5) : 1, 4 
9 (s, 9H) , 3. 45 (d, 3 H, J = 6Hz a 
nd 3Hz) , 8. 03 (d, 1H, J=9Hz) , 
8. 50 (dd, 1 H, J=9Hz and 2H 
z) , 8. 7 0-9. 6 0 (m, 1 H) , 10. 2 7 

(d, 1H, J = 2Hz) 
MS : 3 04 (M+) : 1 7 1-1 7 3<C 

[0 0 6 0] 10 

N- (2-v7/X^Jl/) -2-j3^-6-^h 
P*^/U >- 4 -^j;tf7a Fogj 
[0 0 6 1] 2-*3^5 t ;P-6-r:hP*^/U>- 
4-M#>S0. 2g. 2 -v7/X^;i/7^>0. 

0 7 4 g , n, n-#ji^x;i,sm^^/-;vo. 17 
g*cttf5 i h5kHD7^>10mI OS^ft^lfil: 
T4 HSBHttfbfc. E«fi^«SMET»l8bli5n 

fcsa^y'jA^W7A^D*7h^7^ mm® 

m ; S*X^ : M^>= 1 : 3) KttU a? 
(2-v7/x^;W -2-S3^-6-xhD+ 

*yy>-4-#;w*7s ko. 0 7g*s&. 

[0 0 6 2] H 1 =NMR (CDCls, 6) : 
1. 5 6 (s, 9H) , 2. 8 7 (t, 2 H, J = 6 H 
z) , 3. 8 9 (q, 2H, J = 6 H z ) , 8. 18 

(d, 1H, J = 9Hz) , 8. 5 0 - 9. 0 0 (m, 
1H), 8. 68 (dd, 1H, J = 9Hz and 
2Hz) , 10. 45 (d, 1H, J=2Hz) 
MS:3 2 7 (M+) : 1 4 8 - 1 5 1 1 30 

[0 0 6 3] 

2-^3^;i/-N- (_2 Z ±7ZX^M -6-Xh 
P* t"7U >~ 4 -*JM^*75 FOBifi 
[0 0 6 4] 2-^375 1 ;i/-N- (2-y7/X5 1 
M -6-XhD+^7U>-4-*;^7aK0. 1 
Og, n-y>tt!80. 13g*cfctfl, 2-y^DD 
x^>5mI©ii^«*5Wpmftl3Ra«Lfc. Ef&iBG' 

«g«ET««ix#6n&ajts>' u p 

-^37^;i/-N- (2-y7;xf;0 -6-XhP 
*^7U>-4-*^#^7^H0. 0 3g£f#fc o 

[006 5] H 1 -NMR (CDC 1 3 , (5) :1. 
5 4 (s, 9 H) , 3. 0 1 ( t, 2H, J = 6 H 
z) , 4. 2 6 (q, 2H, J = 6 H z) , 8. 16 

(d, 1H, J=9Hz) , 8. 6 1 (dd, 1 H, J 
= 9Hz and 2Hz), 9. 4 0-9. 70 

(m, 1H) , 10. 24 (d, 1H, J = 2Hz) 
MS : 3 4 3 (M + ) j&£ : 1 3 6 - 1 3 81C 

[0 0 6 6] 50 
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mmrns) 

N, 2-v^^-6-xhP^^7U>-4-^JI/^ 

[0 0 6 7] 1) 7>h^x;i/$6. 0g*cttff*7 
-feh7SK3. 6g±oa3Mil-l) £P3*CM&Sfc 
t£K 4-hFP + v'-2-^^^7U>5. lg 

[0 0 6 8] H 1 -NMR (DMSO-de -CDC1 
3 , (5) : 1. 2 6 (d, 6H, J =7Hz) , 1. 6 
2-2. 23 (m, 1 H), 7. 23-8. 23 

(m, 4H) 

MS : 1 6 0 (M+) 2 2 2-2 2 5"C 

[0 0 6 9] 2) 4-fc FD*v-2-^5 L ;l/*^/U 
>5. lg, N, N-v*?;V7-U>8. lgl5W 
^+vfift'J>5. 2gctD*««l-3) tHtt©* 
JSKftlf^ 4-^PP-2-;WM^/U>3. 7g 

[0 0 7 0] H 1 — NMR (CDC Is, 6) : 1. 
46 (d, 6H, J = 7Hz), 3. 09-3. 62 

(m, 1 H) , 7 . 4 3-8. 3 8 (m, 4 H) 
MS : 2 0 6 (M+) : 7 1-7 2*0 

[0 0 7 1] 3) 4-^PD-2-/fWt7'J> 

3. 7g> Mi3. 14g, tfX (hU7iXWX 

»K/l7^»>A0. 4 7g, X?/-)l2 0m 
lfc^tfN, N-v^^;V*Ji/A75 H6 Ornl ©fi^ 
• t-«fc**»H«T6 0t:iCT8^Klin^»J*b 

nt8S65/UA^*7A?n7Hf77^ (mm 

K;tt»X^: A**>=5 : 1) fc#U 2-*5f 

;^t^u >- 4 - ijM>ix^xxfjPo . so 

g«»&. 

[0 0 7 2] H 1 -NMR (CDC 1 3 , 5) : 1. 4 
9 (t, 3H, J = 7 H z ) , 2. 9 5 (s, 3 H) , 

4. 59 (q, 2H, J = 7Hz), 7. 30-8. 1 
0 (m, 3H) , 8. 38 (dd, 1 H, J=8Hz 
and 2Hz) 

MS : 2 1 6 (M + ) 

[0 0 7 3] 4) 2-^^*^7U>-4-*;P#> 
IXWXXfil/0. 80g, ffilK2ml«<ktftttt2 
ml^?g^tlg5 0 < CtCT2^jD^)S#U^o 
K«fi^»lCX^y«-^3 0m 1 £S0;iT 1 4I$Pb i 1M* 
a*Lfc. fi«fi£«K***JllA, 2«3E**flS^h 
Utf A#&»lCT**L&&* y^DD^^>CTilH 

*i?/—)V= 10 0:1) fcftU 2-^^-6-X 
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[0 0 7 4] H 1 -NMR (CDC h , <5) : 1. 5 

5 (t, 3H, J=7Hz), 3, 03 (s, 3H), 
4. 66 (a, 2H, J=7Hz), 8. 16 (d, 1 
H, J=9Hz) , 8. 68 (dd, 1H, J = 9Hz 

and 3Hz) , 9. 52 (d, 1 H, J = 7H 

z) 

MS: 26 1 (M+) 10 9-1 lit: 

[0 0 7 5] 5) 2-^5f^-6-- Kn*^/U>- 
4-#^#>$X5^XXx;l/0. 8 0g, 40%^? 

)i7$>*$ /-jvmmo. 2m 1 te^zswaut? 

10 0:1) fctfU N, 2-^^-6-^ 
ha*tV*)>-4-%)l#7^ HO. 16g«IL 
[0 0 7 6] H 1 -NMR (CDCh, <5) : 2. 9 

6 (s, 3H) , 3. 13 (d, 3H, J = 5Hz), 
8. 10 (d, 1H, J = 9Hz), 8. 00-8. 5 
0 (m, 1H) , 8. 65 (dd, 1 H, J = 9Hz 
and 2Hz) , 10. 55 (d, 1H, J = 2H 
z) 

MS:2 46 (M+) : 2 2 0 - 2 2 2<C 

[0 0 7 7] 

N, 2 - y7^- 6 -r h Dtt7U >-4 - ^Jjtf 
[0 0 7 8] N, 2-y^^-6-rhD^/U> 

-4-#;p#7^ HO. I2g, n-y>^o. 11 
g&cktfl, 2-v^DDX^>2mlctO^SS^J7i: 
[rI^O^S^VK N, 2-y/W-6-zhD+t 
yij>-4-*;i/^^7^ HI 6mg£'#£o 
[0 0 7 9] H 1 -NMR (CDCh, <5) : 2. 
9 4 (s, 3 H) , 3. 4 7 (d, 3 H, J = 5 H 
z) , 8. 0 8 (d, 1H, J = 9Hz) , 8. 6 1 
(dd, 1H, J = 9Hz and 2Hz) , 8. 8 
0-9. 2 0 (m, 1H) , 1 0. 1 1 (d, 1H, J 
= 2Hz) 

MS : 2 6 2 (M+) BUS : 1 7 6- 1 7 8<C 
[0 0 8 0] 
[gftttl 0] 

2-x5 l ;p-n-><^;I/-6-xHp4 1 ^-7U>-4- 

[0 0 8 1] 1) 4-^DP-2-XfMtyj> 
4. 5g, SIK$83. 8 7g, tfX (h'j7x-;^7 
»J;t7^W0. 53g, X^7^20m 
l*<ktfN, N-^?^*;^7$ H6 0m 1 ±0- 
Kfcft*SH»TfcT£««8-3) fcBI»C!>*ftK« 
K 2-x5 1 ;u*^ N / , J>-4-^;i/^>Kx^;pxx 
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[0082] H 1 -NMR (CDCh, 6) : 1. 4 
8 (t, 3H, J — 7 H z ) , 1. 5 0 (t, 3 H, J 
= 7Hz) , 3. 22 (q, 2H, J-7Hz) , 4. 
61 (q, 2H, J=7Hz), 7. 62 (t, 1H, 
J = 8 H z) , 7. 90 (t, 1H, J = 8Hz) , 
8. 04 (d, 1H, J = 8Hz) , 8. 4 0 (d, 1 
H, J = 8Hz) 
MS : 2 3 0 (M+) 
10 [0 0 8 3] 2) 2-x^;p*^7U>-4-#;«> 
IX^XXf^O. 70g, «2mK W2ml 

*itfx^y-;M0mUD*llW8-4) 

ifrjifcffiK 2-X^-6-XhD^/ I J>-4- 
***>»XfMXf;W. 18g*8fc. 
[0084] H 1 -NMR (CDCh, 6) : 1. 
50 (t, 3H, J = 7Hz), 1. 55 (t, 3H, 
J = 7Hz), 3. 28 (q, 2 H, J = 7Hz), 
4. 6 5 (q, 2H, J = 7 H z ) , 8. 18 (d, 1 
H, J = 9Hz) , 8. 67 (dd, 1 H, J = 9Hz 
20 and 3Hz), 9. 49 (d, 1 H, J = 8Hz 
and 3Hz) 

MS: 2 7 5 (M+) j*M: 8 6-8 8*C 
[0 0 8 5] 3) 2 -X^)l- 6 -XhD^7U >- 
4-^M>iX^XXfJl/0. 17g, 40%^f 

;U7 5>;**y-;M8»o. 2mi^^DD^^ 

>3ml©S-&*«fcD*»«8-5) tH«©*ffilca 
K 2-X^J]/-N-^;W6-r: h^*:^v r U>- 
4-;^^;^#7i£F0. 1 6g*f&. 

[0086] H 1 -NMR (CDCh, 6) : 1. 5 
30 0 ( t, 3H, J = 7 Hz) , 3. 13 (d, 3 H, J 
= 5Hz) , 3. 21 (q, 2 H, J = 7Hz), 8. 
12 (d, 1H, J = 9Hz), 8. 10-8. 50 

(m, 1H), 8. 65 (dd, 1 H, J=9Hz a 
nd 3HZ) , 10. 48 (d, 1 H, J = 3Hz) 
MS : 2 6 0 (M + ) : 1 7 1 - 1 7 2TC 

[0 0 8 7] 

mmmi 1] 

2-Xf;l/-N-^^l/-6-XhD^/U>-4- 
40 [0 0 8 8] 2-XfJl.-N-^^-6-XhD*t 

VV>-4-f))l#7^ HO. 0 9g, d-v>H3£ 
0. 0 8g*«ktfl, 2-^PDXj>2ml £0^ 

6-xhD+^-7U>-4-*;l/*^7^ HI lmg 
mtco 

[0089] H 1 —NMR (CDCh, 6) : 1. 4 
8 ( t, 3H, J = 7 H z ) , 3. 18 (a, 2 H, J 
= 7Hz), 3. 47 (d, 3H, J = 5HZ), 8. 
10 (d, 1 H, J = 9 H z ) , 8. 6 0 (dd, 1 
50 H, J = 9Hz and 3Hz), 8. 70-9. 2 
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0 (m, 1H) , 10. 12 (d, 1H, J = 3Hz) 
MS : 2 7 6 (M+) : 1 8 2 - 1 8 4*C 

[0 0 9 0] 

l%mmi 2] 

N-^^-6-^hD-2-^V7 p Dbf;i/^7U> 

[0 0 9 1] 1) 4-^DD-2->fV^DH;^^/ 
D>2. Og, Mil. 4 1 g % tfX (hU7x^* 

*X7^» B«/i7?DA0. 2 2g, x*y-;n 

0-»ft«*»HaTlCT*ll«8-3) 

2— f V^DK**^/U>-4-**#>« 

[0 0 9 2] MS : 244 (M + ) 

[0 0 9 3] 2) 2— fyynt!;i/*^!/U>-4-* 
**>8lfJHXf;H. 2g> fiS2mK fi&®2 
m l fcckl/X^/-;!^ Om l ±D*lfi*!l8-4) £H 

m<o%m\zm\ 6-rhu-2-> fy^ptr;p*^y 

[0 0 94] MS : 2 8 9 (M+) 
[0 0 9 5] 3) 6-XhD-2— f 7 fcMV*^/ 
U>-4-*Jl/#>Kx^XXx;P0. 08g> 4 0 

D/^>3ml©fi-&««tD*lll«l8-5) tK*©* 
SlCftK N-^5 L JU-6-XhD-2—1'V^ntr;V 
U >- 4 -2?;M*7S H 4 4mgfe»fc. 
[0 0 9 6] H 1 -NMR (CDCls, 6) : 1. 4 
7 (d, 6H, J = 7Hz) ,3.14 (d, 3 H, J 
= 5Hz), 3. 44 (tt, 1H, J = 5Hz), 30 
8. 13 (d, 1H, J = 9Hz), 8. 00-8. 5 
0 (m, 1H) , 8. 6 5 (dd, 1 H, J = 9Hz 
and 3Hz), 10. 49 (d, 1 H, J = 3H 
z) 

MS : 2 7 4 (M+) : 1 4 8 - 1 5 

[0 0 9 7] 
mmi 3] 

6 -~ hD- 2 - (3-^hD7x^) 
=frfl/U >- 4 -ft;i/#7^ HflttS 
[0 0 9 8] 1) 7>h?-)im7. Og&ZZf?*^ 40 
>X7==H7. 7giD**«l-l) 

[0099] H 1 -NMR (acetone-de, 
(5) : 7. 4 0 - 7. 7 0 (m, 4H) , 7. 70- 
7. 9 0 (m, 2H), 8. 2 0 - 8. 4 0 (m, 3 
H) , 1 0. 9 0- 1 1. 4 0 (m, 1 H) 
MS : 2 2 2 (M+) 

[0 10 0] 2) 4-tHD+y-2-7i-Mt H / 
U>2. 2g, N, N-y^9 t ;P7-U>2. 5 g££ 50 
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tf**vfifcU>l. 6g<fcD*lB«l-3) £ftttti> 
*ttfcttK 4-^OD-2-7x^WJ>2. 
0 1 gSSfc. 

[0101] H 1 —NMR (CDCls, 6) : 7. 5 
0 - 7 . 6 0 (m, 3 H) , 7 . 6 7 (d t , 1 H, J 
= 7Hz and 1Hz), 7. 94 (dt, 1 H, 
J = 8Hz and 1Hz) , 8. 1 0 (dd, 1 
H, J=8Hz and 1Hz), 8. 25 (dd, 
1Hz, J = 8Hz and 1Hz), 8. 50- 
8. 7 0 (m, 2H) 
MS : 24 0 (M + ) 

[0 10 2] 3) 4-^DD-2-7x^Mt7U> 
0. 7 3g, j^&&0. 8 3g, fc:X (hU7xXW 
X70) ftS;^7y^7 5mg, X^/-;V5ml 
£<fctfN, N-y^fWMT^ HI 2m 1 ±D-» 
ftK**HaTlCT**«l8-3) 

K 2-7xx;i/+^/U>-4-*;P#>Kx5 1 ^x 

XtMPO. 5 4g£fffco 
[0 10 3] H 1 —NMR (CDC 1 3 , (5) : 1. 5 

3 (t, 3H, J = 7Hz), 4. 73 (q, 2 H, J 
= 7Hz), 7. 3 0- 7. 6 0 (m, 4 H) , 7. 7 

4 (dt, 1H, J=7Hz and 1Hz), 7. 
95 (dd, 1H, J = 8Hz and 1Hz), 
8. 11 (d, 1H, J = 8Hz) , 8. 5 0-8. 6 

0 (m, 2H) 

MS : 2 7 8 (M+) 
[0 10 4] 4) 2-7xXM^/U>-4-^Jl/# 
>8xfjHXrfO. 39g, «2ml, M2m 
i*±tfx*y-;P3 0mi±9**W8-4) tmm 

(Djj&\Zm\ 6-XhD-2- (3-XhD7xX 

2 g *wt. 

[0105] H 1 —NMR (CDC 1 3 , 6) : 1. 6 

1 (t, 3H, J = 7 H z ) , 4. 7 1 (q, 2 H, J 
= 7Hz), 7. 75 (t, 1H, J = 8Hz), 8. 

3 1 (d, 1H, J=9Hz) , 8. 4 0 (dd, 1 
H, J = 8Hz and 1Hz), 9. 00 (d, 1 
H, J=8Hz), 9. 4 0-9. 6 0 (m, 2H) 
MS : 3 6 8 (M+) 

[0106] 5) 6-~ hD-2- (3-xfD7xX 

M 4 -tDitfymx^jixxy-jio. i 

og, 4 o%*?)i7^>*? ;-)immo. i5mi 

numizm^ N-^-6-xhD-2- (3-x 

hP7xXJ0 4 -%)l#7* HO. 09 

[0107] H 1 -NMR (CDCls, <5) :3. 2 
3 (d, 3H, J = 5Hz) , 7. 7 9 (t, 1 H, J 
= 8 H z ) , 8. 00-8. 40 (m, 1H), 8. 3 
0 (d, 1 H, J =9Hz) , 8. 4 5 (ddd, 1 
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H, J = 8 H z , 2 H z and 1Hz), 9. 0 0 
(d, 1H, J=8Hz), 9. 45 (t, 1H, J = 
2Hz) , 10. 5 0 (t, 1H, J = 2Hz) 
MS : 3 5 3 (M+) 18^:277-28 013 
[0 10 8] 
[*Jg#J14] 

N-^^;i/~ 6-- hP-2- (3 -~ hP7x^;l/) 

[0109] N-^?;i/- 6-~ hD- 2 - (3-Xh 
D7z^» *^y»J >-4-#;M*7S HO. 07 JO 

2 m 1 0>2B^«r£ 4 l^mftimUSSKLr^:. 

;P-6--hn-2- (3--hD7xr:jW 
>-4-%)Vtftt7$ F2 lmgSSft. 
[0 1 1 0] H 1 -NMR (CDC 1 3 , 6) :3. 5 
6 (d, 3H, J = 5Hz), 7. 75 (t, 1 H, J 
= 8Hz) , 8. 26 (d, 1H, J = 9Hz), 8. 
67 (dd, 1H, J = 9Hz and 2Hz), 50 
8. 7 0 - 9. 1 0 (m, 1 H) , 8. 9 8 (d, 1 
H, J = 8Hz), 9. 00 (dt, 1H, J = 8H 
z) , 9. 44 (s, 1H) , 9. 90 (d, 1 H, J 
= 2Hz) 

MS: 3 6 9 (M+) M& : 2 2 6 - 2 2 9<C 
[0 111] 
[gttfll 5] 

2-m3^;i/-6-v7/-N-^^^yU>- 
4-*;P*»:fr73K<P«8 

[0 112] 1) 2-»3^3 t ;P*^-!/U>-4-*;P 50 
#>Blf*XXfA9. lg> StKl4mKffl«5 
ml*cktfX^y-;P80ml i0jaSfll8-4) 

>-4-^;i//K>^x5 1 ;i/xx7 L ;i/2. 9g£i§fc. 

[0 113] 2) 2-»3^;P-6--hP*^/U 

>-4-^;i/^>jgx^;i/xxxJV2. 8g, 10%/1 

r/^AgiO. 3g^Wx^;-JH0 0ml« 

-2-»3^;U*^/U>-4-*^#>KX^X 40 
Xr;P2. 6g*f|fc. 
[0 114] 3) 6-7^y-2-S3^;^^/U 
>-4-^>8x^XXf^2. 6g, 
MJ^AO. 6 8g, 3Wfc*'J«>Al. 6 0g, its 
0. 9 1g, *3 0ml*cfctfy?DD^^>10mi 

*yM7A^DVh^77^ (igfflig*! : StSSx? 1 50 
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;V:M^>=1 0 : 1) tCftU 2 -» 3 6 
H+^/U >- 4 -*jW>8xWXXfiP 
0. 9 5gS»t. 

[0015] H 1 NMR (CDC 1 3 , 6) : 1. 51 
(t, 3H, J = 7Hz) , 1. 52 (s, 9H), 
4. 5 8 (q, 2H, J = 7Hz) , 7. 7 2 (d, 1 
H, J = 9Hz), 8. 10 (dd, 1 H, J = 9Hz 
and 2Hz), 8. 77 (d, 1H, J = 2H 

z) 

MS : 3 8 4 (M + ) 

[0 116] 4) 2~sg3:/g^-6-3*F*^/y 
>-4-*M>ix^xxx;po. 4 5g, 

-«0. 3 0g&<fctfN, N-^fWM75Kl 
OmlOflMtl SOrCT, 1. SBSPflJMftb 

T****«MU »Kx^;KCTfflttJb^o «fflf« 
, #etifcS^^vU^y;^^Ai7nvH^^7Y (ft 

M;y?DD/^» (CtfU 2-»3 7^-6 
-y7;+ty , J>-4-*jW>iX5 1 JPXXf;V 
0. 12g*?|fc. 

[0117] H 1 -NMR (CDCh, <5) : 1. 4 
5 (t, 3H, J = 7Hz) , 1. 46 (s, 9H), 
4. 55 (q, 2H, J = 7Hz), 7. 70-8. 2 
0 (m, 2H) , 8. 7 0-8. 9 0 (m, 1 H) 
MS : 2 8 3 (M+) 

[0 118] 5) 2-»3y?;p-6-v7y*^/u 
>-4-*;i/*>^x^;i/xx7 1 ;i/0. i2g, 40% 
75^73 >*^/-;i/&$o. 2mii5Wx^;- 

flteMEETMIU 2-^3^;i/-6-v7/-N- 
^5 1 ;l/*^V r U>-4-^^#7^ KO. 12g=&f 

[0119] H 1 -NMR (CDC 1 3 , 5) : 1. 5 
2 (s, 9H) , 3. 15 (d, 3H, J=6Hz), 
7. 70-8. 50 (m, 3H), 8. 90-10. 1 
0 (m, 1H) 
MS : 2 6 8 (M+) 

[0 120] 6) 2-^3^Ji/-6-v7/-N-^ 
?)l**>/V>-4-l3)W7$ KO. 12g, D-V 
>H360. 20gtcttfl, 2-v#nnx*>5ml 

5P;P- 6 - v7/ -N-*?)V*i-V U >- 4 
^*7SK0. 0 8g*fffc. 
[0121] H 1 -NMR (CDCh, 5) : 1. 5 
0 (s, 9H) , 3. 46 (d, 3H, J=5Hz) , 
7. 9 5 (d d, 1 H, J = 9 H z and 2H 
z) , 8. 07 (d, 1H, J=9Hz), 8. 90- 
9. 20 (m, 1H) , 9. 70 (d, 1 H, J = 2H 
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z) 

MS : 2 8 4 (M+) BS£ : 1 8 8 - 1 8 9t 
[0122] 

2 -S3 :/5P;i/- 6 - Mj 7;^P^^;i/-N-^^;i, 
[0 12 3] 1) 2-*3^*-6-3»>F*^/ , J 

>-4-*;p#>»x?;pxxx;po. 5 0g, HJ7 

WDMA'JWO. 42g, »K£-#?0. 53 
g> H;PX>5ml:fc£tfN, N-vy^;V*;kk75 
F2Oml0ji^^l5O < ClCT, 6^ffljD»^t 

it. R«fi^*fc:**itiWax^;v*jDA-fe9-f hfc 
T****»WU IMx?;MCT»HiL&. #«JI* 

1 0 %5F*6fc8t:*- h U 9A*J6«*J;«ttft*tt*fcT 

?jron^>: /\^>=i : 3) fctfU 

2 -sg 3 7^;i/- 6 - h u ?)),*u*?)i*i-vi) y- 

4-^M>KX^XXfiV0. 12g£#fc 0 
[0124] H 1 -NMR (CDC 1 3 , 6) : 1. 5 
0 (t, 3H, J = 7Hz) , 1. 52 (s, 9H), 
4. 61 (q, 2H, J = 7Hz) , 7. 70-8. 3 

0 (m, 2H) , 8. 6 0-8. 9 0 (m, 1 H) 
MS : 3 2 6 (M+) 

[0 12 5] 2) 2-»3^^-6-hU7;^D^ 

5 1 ;^^7u>-4-^;v#>Kx5 1 ;i/xxx;i/0. 1 

2g, 4 0%*^75>**/--;Mg«0. 2ml£ 
<fclM * / 2 m 1 ©il£fc£*SfcT 5 L 
fc, JEJ6g£*te*ET»*U 2 -» 3 7^-6- 

h U 7 n y ?)V - n - j* 7 U > - 4 - * ;p 
#75 HO. lOgSUft, 
[0 12 6] H 1 -NMR (CDC 1 3 , 6) : 1. 5 

1 (s, 9H) ,3.12 (d, 3H, J = 6Hz) , 
7. 7 0 - 8. 6 0 (m, 3 H) , 8. 80-10. 0 

0 (m, 1H) 

MS : 3 1 1 (M+) 
[0 12 7] 3) 2-S3 7^-6-FU7JM-n* 
^)V-N-^)V^/U>-4~t!)V^7^ HO. 1 
Og, P-V>tt*0. 17g*itfl, 2-y^0D 

x^ > 5 m 1 ©s£tt«k d tmsw 7 1 fimoumz®. 

K 2-^3^;i/-6-HU7;P*D^^-N-^ 
^*^-V r U>-4-^;^5 1 ^75 HO. 0 7gS» 
fc. 

[0128] H 1 -NMR (CDCh, 6) : 1. 5 

1 (s, 9H) , 3. 47 (d, 3H, J = 5Hz) , 
7. 99 (dd, 1H, J=9Hz and 2H 
z) , 8. 1 1 (d, 1H, J = 9Hz) , 8. 9 0- 
9. 20 (m, 1H) , 9. 59 (d, 1 H, J=2H 
z) 

MS : 3 2 7 (M + ) : 1 1 9 - 1 2 0<C 
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[0 129] 

[&*m 7] 

1) 4-7u^E-2-S3 75 1 ;i/-6--hU^y u> 
2. 15g> SM*U*A2. 8 0g, tfX (HU7x 
rWX7>f» S8/t7y l )A7 5mg, 3^<t*U 
Wl. 15g43cfctfN, N-v^3^*JPA7a H3 
0ml ©g£««-«fcjft#*Hft-F* 1 3 0<ClCT2 

m *»x^jcTi*fflL&. #«H^fiawftii*T 

en&Sii^vU*^*7A^DVH^^7>r (8ffi 
^DD*^A : *?;-)l:mWi=5 0 0:5: 
1) 2-W,3 7^)1- 6 -X H n*/ U >- 4 - 

#;W?>B0. 1 2g£#£ 0 

[0130] H 1 -NMR (acetone-de, 
<5) : 1. 5 3 (s, 9H) , 8. 24 (d, 1H, J 
20 =9Hz), 8. 37 (s, 1 H) , 8. 49 (dd, 
1H, J = 9Hz and 3Hz), 9. 83 (d, 
1H, J=3Hz) 
MS : 2 7 4 (M+) 

[0 13 1] 2) 2-»3^-6--hD + yj> 
-4-t>)l#>m 0. 28g, N, N' 
SM3**/-/K>. 20g, 4 0%^^;!/75>^^y 
-MSttO. 2ml^Wfh7bFD77>5mlO 

StSS L 2 -fg 3 N - 6 -x h n+y y 
JO >-4-#jl/#75 HO. 15gWc. 

[0 13 2] H 1 -NMR (CDC I 3 , 6) : 1. 4 
4 (s, 9H) , 3. 4 2 (d, 3H, J = 6Hz) , 
7. 5 2 (s, 1 H) , 7. 4 0 - 8. 1 0 (m, 1 
H) , 8. 08 (d, 1H, J = 9Hz) , 8. 3 5 

(dd, 1H, J = 9Hz and3Hz), 8. 96 

(d, 1H, J = 3Hz) 
MS : 2 8 7 (M+) HA&L : 1 9 1 - 1 9 3*C 

[0 13 3] 

40 2 3 ^-N-^?;l/ - 6 - r h □ t / U > - 4 

2 - s 3 ^W - N - 6 - r h n*y U>-4 
-*;M573K0. 10g, n-v>KH0. 09g& 
<fctfl, 2-^nnx^>2ml©S^««fcO*lfifif! 
7 t R*0#fcfc«E^ 2 - * 3 - N - ^ 6 
-xHd*/U >-4-#;M^:t7S HO. I0g£ 

[0134] H 1 -NMR (CDC 1 3 , 6) : 1. 5 
1 (s, 9H) , 3. 4 7 (d, 3H, J = 5 H z ) , 
50 7. 9 9 (dd, 1 H, J = 9Hz and 2H 
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z) , 8. 11 (d, 1H, J = 9Hz), 8. 90- 
9. 20 <m, 1H) , 9. 59 (d, 1H, J=2H 
z) 

MS: 3 0 3 (M+) : 2 2 8 - 2 3 0t 

[0 13 5] 

mmmi 9] 

2-^3^Jl/-N- -6~Xb 

p*7 u >- 4 - *;i*K75 pp»a 

2 -|g 3 6 -X h D*/ U >- 4 

0. 8 5g> n, n* usm 5£f»/-;K). 

5 5g, 2-y77XW^>0. 2 4g£<fctfxh 
7hHD77>l OmI©fi^*ctOiai«l 7-2) 

x?;W -6--hn+y y >-4-;fr;M*7S HO. 

6 5g£#fc 0 

[0136] H 1 -NMR (CDCh, <5) : 1. 4 
0 (s, 9H) , 2. 8 4 (t, 2H, J = 6 H z ) , 

3. 79 (q, 2H, J = 6Hz), 7. 67 (s, 1 
H) , 7. 7 0 - 7. 9 0 (m, 1 H) , 7. 96 

(d, 1 H, J = 9Hz) , 8. 19 (dd, 1 H, J 
= 9Hz and 3Hz), 8. 96 (d, 1 H, J 
= 3Hz) 

MS : 3 2 6 (M+) : 1 4 5 - 1 4 7*C 

[0 13 7] 

2-g3:/^-N- (2-y7/XfJl/) -6~xh 
u*J U >- 4 -ftJl^:fr7^ Fogg 
2-^3^;i/-N- (2-y7/X^!/) -6-~b 
D + /U>-4-*;^7^H0. 14g, n-v>tt 
HO. llg*<fctfl, 2-y^DOI^>3ml©E 

-N- (2-y7yx^JW -6-XhD+/U>-4 
-#;W^:*7SH0. 12gSftfto 
[0 13 8] H 1 —NMR (CDC 1 3 , 6) : 1. 4 
4 (s, 9H) , 2. 93 (t, 2H, J = 6Hz), 

4. 1 0 (q, 2H, J = 6 H z ) , 7. 47 (s, 1 

H) , 7. 9 6 (d, 1 H, J = 9 H z ) , 8. 15 
(dd, 1H, J = 9Hz and3 Hz), 8. 2 

0-8. 7 0 (m, 1H), 8. 8 0 (d, 1 H, J = 
3Hz) 

MS : 3 4 3 (M+) : 1 5 5-1 5 7^ 

[0 13 9] 

2-^3^;P-6-->7/-N- (2-y7/Xf 

ik) *>! 'J >- 4 -a;M*7^ HjPgl 

I) 2-l3^il/-N- (2-y7/XfJW -6- 
XhD + y U>-4-*;i/#7^ HO. 43g, 10% 
/t??9AR*0. 1 0 g£cktf^/-;i/5 Om 1 CO 



(11) 4$H¥8-3 144 

fcMBO. 19g, MtbU^AO. 12g, 3^7 
fc*y$AO. 34g, *20ral^Wy^DD^^ 
>1 0mlSiD^SlCT2^Wffi»tfc, Sifcig^fel 

c 2 h y s A*»*£in*. y^pp/^> 

lCT»ffibfc« 1 0X^**16^ h USA** 

ttJIU «BET»«L#6n&a*ft'>U*y^*5A 

1 : 1) KtfU 2-m3^;i/-N- (2-y77X 
10 ^) -6-3'>H+y , J>-4-M#75K0. 4 

3 g£#fc 0 

[0140] H 1 —NMR (CDC 1 3 , 6) : 1. 4 

4 (s, 9H) , 3. 42 (d, 3 H, J = 6Hz) , 
7. 5 2 (s, 1 H) , 7. 4 0- 8. 1 0 (m, 1 
H) , 8. 0 8 (d, 1H, J = 9Hz) , 8. 3 5 

(dd, IH, J=9Hz and3Hz), 8. 96 
(d, 1H, J = 3Hz) 
MS : 4 0 7 (M+) 
[0 14 1] 2) 2-^3^;U-N- (2-v7/X 
20 *)V) -6-3SH + 7 U>-4-**#75 HO. 1 

4g> tii$-ffl3 6mgwr;N, N-y^wp*;v 

A7^K5mlCD*I£^£14 0 < Ct;:T, 3«fMMffi 
A*»«^J0A#8x^;PJCTifttilLfco *ttfl«l 0 

%?^86»^ h y SA*iB«*±r;fiidftia*fcT8fej* 
a, «*a»^husATe»u j*£ET»*w»&n 
&ajts^u*y**7A^DTh^77-f (^a^ 

K;^*1*>:B«x^=l : 1) KttU 6-x7 

50 y-2-^3^;p-N- (2-y7;xf« y 

>-4-#Jl,#75H0. 0 8g*»fc. 

[0 14 2] H 1 — NMR (CD C 1 3 > 6) : 1. 4 
7 (s, 9H) , 2. 85 (t, 2H, J = 6Hz), 
3. 80 (q, 2H, J = 6Hz), 6. 80-7. 0 
0 (m, 1H) , 7. 6 9 (s, 1 H) , 7. 8 0 (d 
d, 1 H, J = 9Hz and3Hz), 8. 14 

(d, 1H, J = 9Hz), 8. 64 (d, 1 H, J = 
3Hz) 

MS : 3 0 6 (M+) 18 1-18 3*: 

40 [0143] 
[3IJ60H2 2] 

2-j3^-6-y7y-N- (2-V7/X5 1 

M »yu>-4-a;^^7SP<pgg 

6-^7y-2-!S3^-N- (2-y7/Xf 
M *r/ 'J >- 4-%)ltf7$ HO. 0 6g, D-7> 
K3S5 Omgfccttf 1, 2-y^ODX^>2mlOE 
^««t0*««7tH«O*ftJC«K 6-V7/-2 
-^3^JI/-N- (2-v77X^;W */y>-4 
-*;i/#?*7^H0. 0 6g&f»fc. 
50 [0144] H 1 -NMR (CDCh, (5) : 1. 4 
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6 (s, 9H) , 3. 04 (t, 2H, J=6Hz), 
4. 18 (q, 2H, J = 6 H z ) , 7. 5 8 (s, 1 

H) , 7. 66 (dd, 1H, J = 9Hz and 3 
Hz), 8. 10 (d, 1H, J = 9Hz) , 8. 49 

(d, 1H, J=3Hz), 8. 5 0 - 8. 7 0 (m, 
1H) 

MS : 3 2 2 (M+) : 1 7 8-1 8 Ot: 

[0 14 5] 
[*J£0J2 3] 

2-^3^;l/-N- (2-y77X^) -6-^> 
^7J^PX^y U >- 4 -*)l>tf7* FPgjB 

I) 2-S3^-6-ZhD*;U>-4-M# 
>K0. 50g, MKlml£J;tfX*/-;U5 Oml 

2 h u * a******^* uu* 

- 6 -x h n+y »J >- 4 -^jW>SX?JHXf^ 
0. 5 3g£#fc, 

[0 14 6] H 1 - NMR (CDC 1 3 , 6) : 1. 5 

2 (s, 9H) , 1. 56 (t, 3H, J =7Hz) , 
4. 5 9 (q, 2H, J = 7Hz) , 8. 1 3 (d, 1 
H, J = 9Hz), 8. 20 (s, 1H), 8. 34 

(dd, 1H, J = 9Hz and 3Hz) , 9. 6 

3 (d, 1H, J = 3Hz) 
MS : 3 0 2 (M+) 

[0147] 2) 2-S3^-6-^hP*>"J> 
-4-tl)l^>^X^)]/X^)]/0. 58g, 10%/t 

7y^g*o. 2g*«tr;x^y-;n 5 0ml(OS 
fc4tr±D*lMU 5-2) £H«<D*ftfc«K 6-7 
5 y - 2 -» 3 7?)],*rS U >- 4 -*;W5>«x^ 

XX5MI/0. 4 2g£#fc, 

[0 14 8] H 1 -NMR (CDC 1 3 , 5) : 1. 4 
1 (s, 9H) , 1. 4 0 (t, 3H, J =7Hz) , 
3. 6 0-4. 1 0 (m, 2H) , 4. 3 4 (q, 2 
H, J=7Hz), 6. 92 (dd, 1 H, J=9Hz 

and 3Hz) , 7. 7 0-7. 9 0 (m, 3H) 
MS : 2 7 2 (M+) 

[0149] 3) 6-7^;-2-S3^+yy> 
-4-^M>iX^X7r^0. 38g, m&O. 
15g> 3H»:J-HJ*A0. llg, H9fc*U*A 
0. 28g> *14ml^t;y^PP/^>10ml 
SiDA, SSfcT6l$IH«#Lfc. R£fi£»£*fcfln 

; Mr1t> : 1»X?*= 10:1) t£{*U 2 

-» 3 73^- 6-3* F*/ y >- 4 -#;m*>kx 

WXXf^O. 1 8g£»&. 
[0150] H 1 -NMR (CDCh , (5) : 1. 4 
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6 (s, 9H) ,1.48 (t, 3H, J = 7Hz) , 
4. 49 (q, 2H, J = 7Hz) , 7. 40-8. 1 
0 (m, 3H) , 9. 02 (d, 1 H, J = 3Hz) 
MS : 3 8 3 (M+) 

[0 15 1] 4) 2-m3^;p-6-3*H*y U> 
-4-*;^>Kx5 1 ;i/xxxJi/0. i8g, #&Sg- 

$10. 2 0g, ^7WD^Dlf*>WJ'>A 
0. 2 0g> hJPX>2ml^N, N-i?*?)l>* 
)IA7$ Fl OmKDMGfa&Vmmmi 6-1) fcR 
*<D#ifcfcftK 2-^3^;V-6-^>^7;l/*D 

x^+y u >- 4 -*;^>Sx^xxt;|/0. o 

6g£#fe. 

[0 15 2] H 1 -NMR (CDC 1 s , <5) : 1. 4 
4 (s, 9H) ,1.44 (t, 3H, J = 7Hz) , 
4. 42 (q, 2H, J = 7Hz), 7. 30-8. 2 
0 (m, 3H) , 8. 8 0-9. 0 0 (m, 1 H) 
MS : 3 7 5 (M+) 

[0 15 3] 5) 2-^3^;P-6-^>^7J^D 

x?)i*; u>-4-#;i/#>»x^;pxx5Vi'0. o 

6g. rtlMfcfcU^AO. lg*«t»X*;-*3ml 

J:CWI[K«AiAfc. tftttb&JBBSMJlU N, N' 
-*;t#n^y-f 5^/-*0. 0 4g, 2-yJ/X 
^;i/7^>0. 03gfeWrh7tHP77>3ml 

£MJEET«»U 2 -|g 3 N- (2-v7/X 
- 6 - ^>^7 WDxw+y u > - 4 - AJi/ 
#75 HO. 1 5g*»ft. 
[0 15 4] H 1 -NMR (CDC Is, 6) : 1. 4 

7 (s, 9H), 2. 84 (t, 2H, J = 6Hz), 
3. 81 (q, 2H, J = 6Hz), 6. 60-6. 8 
0 (m, 1 H) , 7. 6 8 (s, 1 H) , 7. 8 7 (d 
d, 1 H, J=9Hz and3Hz), 8. 22 

(d, 1H, J = 9Hz), 8. 50 (d, 1 H, J = 
3Hz) 

MS : 3 9 9 (M+) : 1 6 4-1 6 6*0 

[0 15 5] 
[^JS^I2 4] 

2-83^-N- (2-x7/X^;i/) -6-^> 

2-S3^Jl/-N- (2-v7/X5 1 ;W -6-^> 
^7 WDXm / U > - 4 - ^M7^ K 0. 0 2 
g, D-V>K*2 5mg*J;tfl. 2-^DDX^ 

>2m\<DU&®£?)nmm7tmm<D%mzm\ 2 

-B3^;^-N- (2-y7/X^) - 6 -^>* 
7;WDxm/ U >- 4 - ^M^7^ HO. 0 
2gSffc, 

[0156] H 1 -NMR (CDCh, <5) : 1. 4 
7 (s, 9H) , 3. 0 1 (t, 2H, J = 6Hz) , 



-436- 



(13) 



®M¥8-3 144 



23 

4. 20 (q, 2H, J = 6Hz), 7. 54 (s, 1 
H) , 7. 84 (dd, 1H, J = 9Hz and 3 
Hz), 7. 9 0 - 8. 2 0 (m, 1H), 8. 2 0 
(d, IH, J = 9Hz) , 8. 34 (d, 1 H, J = 
3Hz) 

MS : 4 1 5 (M+) B0£ : 1 3 7- 1 3 9*C 
[0 15 7] 



24 



8ttSprague Dawl ey^^F (4 5 0 g- 
6 0 0 g) 36^*a5*»**«t(5tBt> 2mmi)i©*fttt 



i0 



^#<hb£: e ^Wg^Kr e b s -Hen s e 1 e i 

**©JR*Kj6*FDi;y^7y^fcT*Rttfi: 
E»L&. 1-1. 5W»W« *a^^riR^^ 
i*£fc»3 0mMi^#U£A&*i!lU ffi<fc*U»>A 

0)«*»Jif^ffl^LTCD5 0%»Mi8* (ECs o ) 

[0 158] 
[*1] 





ECsO M) 




0.063 




0.12 




0.O32 




0.015 




0.0052 




0.0062 




0.0020 




0.17 



(5i)mtci. 6 mmn frpmmm fi t»B**®m 

C 0 7 C 211/57 8517-4H 

211/58 

211/59 

211/60 

255/49 

317/16 

317/26 

317/44 
C 0 7 D 215/50 

401/04 2 3 5 

403/04 2 0 7 

// A 6 IK 31/47 ABS 
31/505 ABR 
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